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00 

Hoi 4 cEii 



1 



CHi CEj 



[0 0 4 8] yjL—frVfrV^m (1.64g l 10.0MOl) \Z 
1 N*»{fr*-HJ^A (20il,20maol) KX**9;-)V 
(40il) &HQZ.mm2tto % M\t^BVfc*^)V (2.0m 

1) sju^aaTi ommmtAjvtt. R&m&wzi 

n*»**^x-^;> (isomi) ^mmvft. nmrrtf 

ft&mit. £«>*0DIC3N3j«Wb^hU9A (3ml) & 

*A«<D&fi@#: <L62g.JK*8 1%) «r«i®fr<fc 
[0 049] j«ba:2 6 2-2 6 8t: » 



*' H-NMRX^Wl^ (DMSO ds.TMS.ppm) : (51.39(3 
H, d, J=7. 2Hz). 

4. 33 (1H, Q, J=7. 2Ez) , 7. 25(5H, s) . 
I R*1? hJkOBr, cm 1 : 1720, 1263. 
7tm&m& QttWL Ciofo&Na.SO : 
C, 59. 71(60. 00) ;H, 4. 50(6.07). 

[0 0 5 0] 

2 

WC12] 



/\ 
CBi CHi 



[0 0 5 1] p-^DD7i^K;Hf>» (2.7*. 
13.8mmol) fc 3 N#BMfc*- h U (13.8ml) & 

tffh7tHD77> (30ml) £JP*JB£fc:i5— (DfSm 40 

fcfc*£Ttltt/uU£:. ^i:a^^f;v (2.5ml, 34. 

5mmol) fiffl«fiT?l SftMSlBS'tirfc. jE*®^*! 
1 NtSSKBfttlx-rWiliil/IISlv^ 

N*IMfc^hg^A*** (13ml) *JMA«JETK«M6 
L*io x-^*fllA«fflBbfcefiB**«iiKJ:D* 

mn^tf^o, 2-**y-3-**\fc-3- (p so 



-^□D7i-JW ^>»0O^hU^A» (1.488, 
5.97inmol) «riR4S4 3 

[0 0 5 2] 2 6 0-2 6 7 *C 

■H-NMRX^h;V (CDCU-DMSO ds,ppm) : 51.53 
(6E, s),7.25(4H, s), 

I HKKBr, cm" 1 ): 1710, 1655. 

7C»4>Wtt (RHMt, CnHidC10»Na-l/2HiO): 
C, 51. 59 (51. 28) ; H, 3. 89(4. 30) . 
Z.<DJz 5 ItSfct h U * A£*&ggT8!3!TO - i 

[0 0 5 31 
g^#J 3 
[ftl 3] 
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CHCCOH 

I 

CfitCH-CH, 



[0 0 5 4] y*.-)W)l¥ym (1.64g , lOmmol) \Z 
lN*&ffc:hHJ*A**§i£ (20ml. 20maol) *M*$t 
j|pa*fc. Q^TTUJV^Da F (l-21g, lOmmol) £ 

ftu*.Bffltx^;i> (lOmixani) rsraufc. Bl^y* 

t+V-3-7x^-5-^t>» (1. 94g, iR^ 
9 6 96) T&Sr^tefSLfco 
tO 0 5 5] : 5 9 — 6 6^ 
'H-NMRX^^ h)V (CDCh,ppm) : 02.48(lH,m),2. 
78(lH,m>, * 



=1.6,1.2 and 9.6Hz), 
=1.6,9.6 and 6.6Hz), 



*4.51(1H, t, J=6.9Hz),4.94(lB, tdd, J=2. 1,1.2 and 1.6H 
z). 

4. 99 OH. tdd, J= 
5.68UH, ddt, J= 
7.25(5H, s). 

10 IRX^h;KKBr, cm- »):1730, 1705, 1240. 
tg*5WHI (»»«, CuftiOs.X) : 
C, 70. 69(70. 58) ;H, 5. 86(5. 92). 
[0 0 6 6] 
4 

Hbl4] 



o 



CHtCCOB + HOCCHiBr 



Of 



accoH 

BC=CC3» 



[0 0 5 7] ^a:n;Vfcr;i/tf>K (1.64g, lOmmol) \Z &2.4Hz), 



1 N7K»fi:^hU^A*»« (20ml, 20maol) *Jn*» 
^S-tirfc. 9^Tyn;^;^naH (1.19g, lOmmo 

i) ^uu^smn ztirmmt/uVft. Rjsm^mzi 

Nii*lffAHtfcH-f* (50alX3lar) TifflL/ 

f5«3ffiflCD 2 -^V - 3 -7x^Jh 5 -^=^>>& 
(1.88g, IK^9 3%) ^^It^b^ 50 
[0 0 5 8] : 1 1 2-1 1 7^ 
J H-NMRX^h;V (CDCh,ppm) : 6 1. 90(1H, t, J=5K 



2.59(lfl,ddd. J=2.4,6.9 and 18.0Hz), 

2.92(lH,ddd, J=2,4,6.9 and 18.0Hz),4. 72(1H, t, J=6. 

z), 

7.25(5H, s),8.88(lH,br). 

I R*s<9 l-;KKBr, cur 1 ) : 2105, 1735, 1710, 1280. 
7C*##f« (RtJML Ci 2 H.o0 9 ,JK) : 
C, 71. 09 (71. 28) ; H, 5. 01 (4. 98) . 
[0 0 5 9] 

m^m 5 

[ftl5] 



[0 0 6 0] (0.82g, 5.0umol) IC 

3N*»fc^MJ*A*Jgfc (5ml) Rtffh^fcHD 
y ^> (10ml) &im;US£:fc*sj— lcfc*3:-c«ttA,L, 
fc<> ^ThUXW>^A^nU H (50mg) , 40 
3&4t%VV& (50ig) Ml^-y^Dt^^ 

(0.7ml,6.04amol) ftjPAMT? 2 4»B0K*S-arfc, 
KJEfltettK 1 N*K*«IABttt LX-7-^T?«W 

Btitot-rz i -*;u#^r->*;^x;^- 1 ~7iz;i/y 

X^fr 1 : 2 0) £Jfi^#««f»l/fc (0. 

74g, 4W5 8%) . ^^HXfWNMRX^^ h 50 



[0 0 6 1] l H-NMRX^h;P (CDCU-DMS0d*,PP 
m): <5 1.5— 2.00(4H,m), 

1. 83-2. 33 (2H, m) , 2. 27 —2. 67 (2H, m), 3. 55 (3H, s) , 7. 23 
(5E, s). 

SUK: 174-180^ 
I RX^ h;KKBr, cm" 1 ) :1690, 1630, 1390. 
Ttmfrffim (tf-JSA Ci 5 Hi 3 03Na-3/4Hz0,5K) : 
C, 61. 06(61. 53) ;H, 5. 74(5. 76). 

[0 0 6 2] 
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33 



34 



^-CHfiCOH \ CH,I 
CHtCHi 



Mbl 63 

q-JL - q- a 1 

CHi Cfl.CH, 



ONa 
CHi CBsCHs 



[0 0 6 3] 2 - 3 -7^~)V*.>$r 

hU^-M6 (0.30g, 1.39mnol) 
&*mm (0.84ml) Rtf^b^fcFn7^> (3.0ml) 

BVfc^^JV (0.23ml, 2.8imol)&tf hUX^;W*>>> J0 
;i^T> : ex^A^DfJ H (36mg, 0.16mmol) 

7&mm (1.2ml) ^Un^«JET{C»«U^ x-x;l^ 

D, 2 - t^V- 3 - ^f^- 3 -7xZM>^>K 20 
O^-hU^Aife (0. 15g, 0.63mmol) £^4 6%^ 

[0 0 64] flkS: 231-2 3 6*0 * 



*'H-NMRX^^ b)\s (CDCh-DMSO d 8 ,ppm): 50.51 
(3E, t,J=7.5Hx), 

1. 78 (3H, s) , 2. 62 (2H, Q, J=7. 5Hz) , 6. 88 (5H, br s) . 
I RX^£ h;KKBr. cm- 1 ) : 1708, 1640. 1390. 

[0 0 6 5] ^xx;i/^±tc©«is^-r^, * 

[0 0 6 6] 

mmi i 

N — (a, a-i/*^)\>'<>i?)V) -3-*r)V-2- 
^V-3-7xZj^>S75H (#5£9Ifc£fcN 
0.22) <n^& 
[fcl73 



CK, 00 CI, CHi 00 CH, 

CH, CFU CH, CH, 



[0 0 6 7] 3-^f;H2-t+V-3-7x-;V^ 
*>m (5g, 26mmol) > ^DD^WfJU-fJl' 30 
(4. 5g) £^>*£>30ml £flM* U 6 5 - 6 8 X1\ZX 2 

> (3. 5g, 26mmol) hUX^7^> (5. 2g) , X-T" 
^30ml^S^^t^*tC^T^^< O^ID^^o 
jt(^«, #£K*Ka^x-^VTffiWbfco #*B£ 
N U ^A^c^Rt/^CT^Ux-^^Jg^^ft 



[0 0 6 8] H/St: 69-70t: 
'H-NMRX^^ h)ls (CDCh.ppm) : 01.59(6H,s), 
1.63(6H, s), 

7. 07 (lfl. brs) , 7. 19 (5H, s) , 7. 27 (5H, s) . 

[0 0 6 9] 
^Jfrfc! 2 

N — (a,a-3>*y;VO$>/» -3- (2-^t3D 

No. 23) 
Hfcl 8] 

CI CH, 00 CH, 



CI CH, 00 CB, CI CH. 00 CH, 

O-j-it . ...-t-o - O-HHO 

CR, Cfi, CH, CH 3 



[0 0 7 0] 3- (2-^DD7x-JV) - 2 
^^>» (6.0g , 28mmol) , v?^oo^f;Mf;l/X 
— 7^;>5.7gS:^>^>50mnc^b. 6 5-6 8lCf:T 

T^fea, Qf-v ? ^^;l/^>>?;i/T5> (3.8g, 28mmo 



50 



1) , MJX^MKf a >3.5g> X-^;V30mlCD?i'&*CD 
*fc*»TW>r3< 3«rM«W:A^, &&&& 
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35 

[0 0 7 13 69-7 1<C 

J H-NMRX^h;V (CDCls,ppm) : 6 1.42(3H. d, J= 
7.5Hz), 

1. 64 (3H, s) , 1. 68 (3H, s) , 5. 13(1H, q, J=7. 5Hz) , 6. 82—7. 
61(10H,m). 
[0 0 7 2] 



36 



*$mm 3 

N — (a, ot-i?*3-)V^>i?M -4-*^)V- 2 - 
No. 30) 



CH, 00 



CS(CH,) 3 



CH, 
CR, 



CH. 00 CB. 



[0 0 7 33 4-W-2-W-3-7iXM : 
(2.0g, lOmmol) , i?^DD^^^X- 

X-^;l/5il£iDAfc. ^CfclSSUT 
^fca^-^^fJKV^TSV (1.3g, lOmmo 
1) % hUx^;UT5V2.0g, x-^^OmloS^co 

4— (v'UrtVJV: n-A.^U->/l^ffix^;i/=7/l)T a? 

[0 0 7 43 J H-NMRX^ h)V (CDCb,ppm) : <5 
CP 3 CH, 00 



CB(CH s )i CB, 

£0. 72 (3H. d, J=7. OHz), 

0. 97(3H, d, J=7. OHz), 1. 61 (3H, s),l. 66(3H, s), 2. 24-2. 6 
30H,n), 

4. 52 (IB. d, J=10. 8Hz), 7. 18 (1H. brs) , 7. 23(5H, s) . 7. 31(5 
H,s). 
[0 0 7 5] 

mt&m 4 

N- (4-^DD-a-/?M>^l/) - 3 

- 2 - V - 3 - (3 - h U yMu^f^7x-;P 

Wb2 0] 
CP, CH, 00 



CHs CH, CH, CH. 

[0 0 7 6] 3-^^;V-2-^V-3- (3-hU H-NMRX^ h)V (CDCh,ppn) : <31.38(3H,d, J= 

7Mo^f;V7x-;W (l.Og, 3.8mmol), 

^dd^ ^;i/x-^;vo. 7g£^ >if >i5mi \zft 

*>U 6 5-6 8 , CT?2^fflJft^U>5:o MjE 
TlCffi»^*^b^X-^5iDl*tPAfc, 
S^*^S^U«)a8«UT^V^4-^Dn-a-y^ 
JI/^>>?;i/T^> (0. 6g, 3.8mmol) , h UX^7^ 
>0.8g, X-^;V20ml<^^ftO+JC^T9>o< otra 

[0 0 7 7] «UA: 79-82*0 ★ 



7.2Hz). 

1. 67 (6H, s). 4. 82 (1H, qq, J=7. 2and7. 2Hz), 7. 08 (2H, d, J= 
30 9.0Hz), 

7. 25 (2H. d, J=9. OHz), 7. 05 -7. 31 (1H, brs) , 7.46(4H, s). 
[0 0 7 8] 

m&m 5 

N- (3-7)V*a-a, a-i?*r)l"1>iSM -3 

(#28^3«No.36) <B^j* 
HIS2 1] 

CH, 00 CB, 



CH, 00 CB, P CH, 00 CB, F 

CH, CB, CR, CB, 



[0 0 7 9] 3-W-2-W-3-7x^ 
(l.Og, 5.2mmol) > ^jrnn^fW^I- 
•^;i/1.0g«:^>if>10ml{c:S*>b, 6 5-6 8trC2B? 

X--r Mil £CO&j&&& £^C&SS§&LT 

(0. 8g, 5. 2mmol) > HJ X^;KT 5 >1. lg* X-^3 



50 



[0 0 8 0] 88-92^ 
'H-NMR^Ml^ (CDCU.ppm) : <5 1. 57(6H, s), 
1.63(6H, s), 
6. 73— 7.43 QOH, m). 

[0 0 8 1] 
lUifcfll 6 

N — (a, a -i?** i>M -3- 

7x^) -2-kHD*i/^>B75H (*^ft: 
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37 



38 



Ut2 2] 

CC1 CH 3 00 CH S CI CH, OH CH, 

Cfli CH» CH, 0 CH, 



I 

CH, 

[0 0 8 2] mifaM2'?&&LftK- (a, a-V** *1. 51(6H, s), 3.83(lH,Qd, J=7. 5and5. 0Hz), 
)W>z?)V) -3- (2 -^nD7x-JW -2-^ 
V^>17a H (5.9g, 18mmol) / -;i/80ml K: 

DSD**:, *©»1 0-2 0*CT-!ftltte/uU Htt5m 

U n-A k ^>T«5l»l/TB»fc'&*5.3g€afi*6Jl 

[0 0 8 3] StS : 1 5 4-1 5 5t 
'H-NMRX^h^ (CDCh,ppm) : 3 1. 32(3H, d, J= 
7.5Hz), i 



CH, OH 



4. 19 (1H. dd, J=5.0and5. 0Hz), 5. 01 (1H, d, J=5. 0Hz), 6. 83 
(lH,brs), 

7.03-7. 72(9H,m). 
10 [0 0 8 4] 

N- (o,a-^^W>^) -3- (2-?tm 

Wo. 17) <D&& 
[ft2 3] 

CHs OMe CH, 



CHs 0 CE, CH, 0 CH, 

[0 0 8 5] *H«6-C&«L*:N- (a.a-v**? 1 H-NMRX^ (CDCl,,ppm) : <5 1.30(3H, d, J= 



)V^>i?M -3- (2-^DD7x^) -2-th* 
D+i/^>B75H (0.8g, 2.4dhdo1) N, N 

-^^^M75 H20ilte»3^U fcifrT. 6 0% 
**fc*HJ*A0.1g£;&niLl 0»M»^L&. 3 6 

fee 

[0 0 8 63 Ibft : 1 5 8-1 6 0t 



7. OTz), 

1. 54 (3H, s) , 1. 60 (3H, s) , 3. 40 (3H, s) , 3. 65-3. 97 <2H, m) , 



6. 40 (1H. brs) , 7. 03-7. 48 (9H, m) . 

[0 0 8 7] 
^S^I 8 

N- (a, a-i?**?)V<*>VM - 2-^DD-3- 
(2-^aa7x-iW ^>«7^H 
No. 15) CD^j& 

Mb 2 4] 

dl CHi OH CH, CI CH, CI CH, 

CH, 0 CH, CH, 0 CH, 



30 



[0 0 8 8] *IW6T^l)tN- (a, a-i?*^ 
)V^>*?M - 3 - (2 -^DD7x-JW -2-th* 
D^'>^>K7^K <1.5g, 4.5mmol) , MJ 7x- 
^X7>f >1.6gJcraiftfl^*20ml&lW^— 

n-^\^>/^X^;V=4/l) T8Bb 

[0 0 8 93 BUR: 141-146^ 
■H-NMRX^hJV (CDCh.ppm) : 1. 32(3H. d, !=★ 

00 



★7.0Hz), 

1.70(6H, s),4.24(lH,Qd, J=7.0 and 4.2Ez),4. 60(11, d, J 
=4. 2Hz), 

6.88(lH,brs).7.10 — 7.43(9H,m). 
40 [O 0 9 0] 

$mm 9 

;^-4-^^K>^>175 F ttfMlffS&ttNo. 8 
2) C7)^j£ 
[ft 2 53 

00 



^^<p4ScH + H,«CH«H^^hCl-> ^^(^4!^ 
CHCCHn). ~ CH, 



[0 0 9 13 2 - *4V - 3 - 7x^- 4 - ^ W 50 <1.25g , 6.1mmol) > y^DD/WfJl/ 
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39 

X— (1.26g) £^>i?>7.6al fc»3^U 65- 

& ^ T d <0^«r i& £> U a6$iS b ^ fc4-* n n ^ 
>0.86g (S.lsnnol) hUX^JVTS>1.2g© 
x-^;V20mlSWR*fc*»TteiJ)o< DJnfcfc. 
afl*T#a*'ttft««6 3l»m«#Ufc. sis: 

fcttifx-T-ju^afflLfco x-^;u 

U Mt«U»-hU9AT1MUCu HMtMUETIC* W 

0.6g£S^ii£UT#fc. 
[0 0 9 2] BbS : 1 1 8-1 1 9<C 
'H-NMR^HP (CDCh,ppm) : 6 0. 73(3H, d. J= 
7. 3Hz), 

0. 98(3H, d, J=7. 3Hz), 2. 42 (IH, dSSep, J=7. 3andl0. 8Hz), 
4. 31 (2H, d, J =7. 0Hz). 4. 53 (1H, d, J=10. 8Hz) , 6. 98H7. 42 
(10H,m). 

1 0 0 9 3 ] 1 » 9 fcipUT'&jfcUfcrt: 

ST. 4tWo. 1-9. 20, 2 1, 24 — 2 6, 2 [0 0 9 5] 



(21) $#$¥4-2 1 0 94 9 

8, 29, 31-35, 37 — 52, 5 4— 7 4fct*SS 
ft-&«No. 10, 12, 13W2 7I««« 
*. 1£&mQ. 16, 1 8&tfl 9tt*JS«7K:«5ftU 

fc&mo. 7 5-8lMo. 8 3 

- 8 7 bjumi a izm*LttmzmvT&8ui,Mt& 

E t teX?^££, P r fcf^Sfc, BulS 

^^atft, A 1 I y 1 tt7y;«*St, i tt-f v 
£, tli^-i SVirU— ftar. 
[0 0 94] 

I I 
Hb2 6] 

Xa B 1 0 R* Yfl 



[0 0 9 6] 



No. 


Xm 


R 1 


R* 


A 


R 3 


R* 


Yn 


it/ft ec) 


1 


H 


Me 


Me 


CO 


Me 


Me 


4-CI 


93 —95 


2 


4-Me 


Me 


Me 


CO 


Me 


Me 


4-CI 


124 —128 




I I (m&) 














No. 


Im 


R 1 


R 2 


A 


R 3 


R* 


Yn 


MM CC) 


3 


3-C1 


Me 


Me 


CO 


Me 


Me 


4-CI 


118 —121 


4 


4-C1 


Me 


Me 


CO 


Me 


Me 


4-CI 


138 —140 


5 


2-Cl 


H 


Me 


CO 


Me 


Me 


4-Cl 


76 —80 


6 


3-Cl 


Me 


Me 


CO 


Me 


Me 


3-Cl 


92 —95 


7 


4-Cl 


He 


Me 


CO 


Me 


Me 


3-Cl 


95 —98 


8 


H 


Me 


Me 


CO 


Me 


Me 


3-Cl 


105 —107 


9 


4-Me 


Me 


Me 


CO 


Me 


Me 


3-Cl 


83 —87 


10 


4-C1 


Me 


Me 


CHOH 


Me 


Me 


4-Cl 


145 —147 


11 


2-Cl 


H 


Me 


CHOH 


Me 


Me 


H 


154 —155 


12 


2-Cl 


H 


Me 


CHOH 


Me 


Me 


4-Cl 


141 —143 


13 


H 


Me 


Me 


CHOH 


Me 


Me 


H 


81 -83 


14 


2-Cl 


H 


Me 


CHC1 


Me 


Me 


4-Cl 


149 —150 


15 


2-Cl 


H 


Me 


CHCl 


Me 


Me 


H 


141 —146 


16 


H 


Me 


Me 


CH(OMe) Me 


Me 


H 


77 —79 


17 


2-Cl 


H 


Me 


CH(OMe) Me 


Me 


H 


158 —160 


18 


2-Cl 


H 


Me 


CH(OMe) Me 


Me 


4-Cl 


114 —115 


19 


4-Cl 


Me 


Me 


CH(QMe) Me 


Me 


4-Cl 


73 —75 


20 


H 


H 


Me 


CO 


Me 


Me 


H 


72 —75 
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41 42 



[0 0 9 7] 



[0 0 9 8] 



21 


H 


H 


Me 


CO 


Me 


Me 


4-Cl 


72 —76 


99 


R 


Me 


Up 
He 




we 


me 


D 

n 


Oa f U 


23 


2-C1 


H 


Me 


CO 


Me 


Me 


H 


69 —71 


24 


H 


Me 


Me 


CO 


B 


Me 


4-Ci 


81 —83 


25 


H 


H 


Me 


CO 


fl 


Me 


4-Cl 


117 —118 


*- 


I I <*«#) 














No. 


Am 


R 1 


R* 


A 


IP 


R* 


Yn 


m& oc) 


26 




H 


Me 


CO 


H 


Me 


4-Cl 


112 —115 


27 


a 
n 


Me 


He 


CHOH 


H 


Me 


4-CI 


102 —106 


28 


n 

n 


-(Cfc)*- 


CO 


Me 


Me 


H 


81 —82 


29 


u 
a 


-(CH*)*- 


CO 


Me 


Me 


4-Cl 


120 —121 


30 


o 
a 


H 


i-Pr 


CO 


Me 


Me 


H 




31 


H 


H 


Me 


CO 


H 


Me 


B 


146 —148 


32 


4-Cl 


Me 


Me 


CO 


H 


Me 


4-Cl 


80 —83 


33 


4-Ci 


Me 


Me 


CO 


B 


Me 


H 


39 —43 


34 


H 


H 


Me 


CO 


Me 


Me 


3-C1 


89 -91 


35 


H 


Me 


Me 


CO 


Me 


Me 


4-F 


97 —99 


36 


H 


Me 


Me 


CO 


Me 


Me 


3-F 


88 -92 


37 


D 


Me 


Me 


CO 


Me 


Me 


4-Br 


96 —97 


38 


H 


Me 


Me 


CO 


Me 


Me 


3-CFs 


114 -115 


39 


H 


Me 


Me 


CO 


Me 


Me 


2-C1 


102 —103 


A f\ 

40 


H 


Me 


Me 


CO 


li- 
ne 


Me 


o rale 


Do — 0** 


41 


H 


Me 


Me 


CO 


Me 


Et 


H 


85 —86 


42 


H 


Me 


Me 


CO 


Me 


Et 


4-Cl 


73 —74 


43 


H 


H 


Allyl 


CO 


Me 


Me 


H 




44 


H 


H 


Allyl CO 


Me 


Me 


4-Cl 


92 —9 4 


45 


2-Me 


E 


Me 


CO 


Me 


Me 


TT 

H 


•1 AO — i 1 1 

108 -~111 


46 


2-Me 


H 


Me 


CO 


Me 


Me 


3-C1 


94 -96 


47 


2-Me 


H 


Me 


CO 


Me 


Me 


4-Cl 


93 —95 


48 


2-Me 


H 


Et 


CO 


Me 


Me 


3-C1 


73 —76 


i§- 


i i 














No. 


Xm 


R 1 


R* 


A 


R 3 


R* 


Yn 




49 


2HHe 


H 


Et 


CO 


Me 


Et 


B 


47 —49 


50 


2-Me 


H 


Et 


CO 


Me 


Me 


H 


84 —86 


51 


H 


H 


i-Pr 


CO 


Me 


Et 


4-Cl 


93 —94 


52 


H 


H 


1-Pr 


CO 


Me 


Me 


3-Cl 


93 —94 


53 


3-CFs 


Me 


Me 


CO 


H 


Me 


4-Cl 


79 —82 


54 


3-CFs 


Me 


Me 


CO 


Me 


Me 


H 


71 —74 


55 


4-t-Bu 


Me 


Me 


CO 


Me 


Me 


H 


96 —98 


56 


4-t-Bu 


Me 


Me 


CO 


H 


Me 


4-Cl 


82 -85 


57 


3,4-Ch 


Me 


Me 


CO 


Me 


Me 


4-Me 


118 -119 


58 


3, 4-CU 


Me 


Me 


CO 


Me 


Me 


E 


146 ~~147 
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43 



44 



[0 0 9 9] 



59 


3,4-Ch 


Me 


Me 


CO 


H 


Me 


H 


60 


—63 


60 


3.4-Ch 


Me 


Me 


CO 


Me 


Me 


A<\ 


138 


—140 


61 


3.4-Ch 


Me 


Me 


CO 


Q 


Me 


4-Cl 


120 


-122 


62 


H 


H 


Me 


CO 


Me 


Me 


3-F 


88 


—90 


63 


H 


H 


Me 


CO 


Me 


Me 


3-CFs 


111 


—114 


64 


2-Me 


H 


i-Pr 


CO 


Me 


Me 


3-C1 


69 


—71 


65 


2-Me 


H 


l-Pr 


CO 


Me 


Me 


3-F 


60 


—61 


66 


3-CFa 


H 


Me 


CO 


Me 


Me 


3-CI 


71 


—74 


67 


H 


Me 


Allyl CO 


Me 


Me 


3-F 


94 


—95 


68 


H 


Me 


Allyl CO 


Me 


Me 


3-CI 


87 


—89 


69 


H 


Me 


Et 


CO 


Me 


Me 


3-F 


76 


—79 


70 


H 


Me 


Bt 


CO 


Me 


Me 


3-CI 


96 


—98 


71 


H 


Me 


Et 


CO 


Me 


Me 


3-CF. 


76 


—78 





I I 
















No. 


Xm 


V 


R 2 


A 


R 3 


R* 


Yn 


UA re) 


72 


H 


Me 


Et 


CO 


Me 


Me 
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(57)Abstract: 

PURPOSE: To obtain a new phenylpyruvic acid amide 
derivative useful as an active ingredient of herbicides, 
capable of exhibiting excellent herbicidal effects in a Xm 
small amount of chemical, having high safety and 
excellent in selectivity between the weeds and crops. 
CONSTITUTION: A compound, e.g. N-(a,a- 
dimethylbenzyl)-3-methyl-2-oxo-3- phenylbutanamide 
expressed by formula I [X is H, halogen, alkyl, alkoxy or 
N02; R1 is H, alkyl, alkenyl or alkynyl; R2 is R1 except H 
or R1 and R2 integrally form alkylidene or (CH2)1 (1 is 
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expressed by formula II (Q is halogen, OH or alkoxy) with 
an amine expressed by formula III, preferably in the 
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